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© Fosfomycin cetyltrimethylammonium salt and composition containing it, for the topical treatment 
of vaginal and urethral infections. 



© The invention relates to fosfomycin cetyltrimethylammonium salt and to the 
the topical treatment of vaginal and urethral infections. 
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The present invention relates to fosfomycin cetiltrimethylammonium and to the comnr^monc 
.t. for the topical treatment in the vaginal and urethral infections. compos.t.ons containing 

Fosfomycin is a well-known antibiotic of formula 
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Some of the pharmaceutical!, acceptable salts of the compound of formula I are well known t„„ ™, i_ 
(Jpn. J. Antibiot. 1985. 38(8) 2045-56) injection or pnleboclysis 

30 The parenteral administration of fosfomycin and of its salts is also particularly painful for the oatient 

because they give esothermic reactions (theretore causing a great sense of burning 7oTZ^T?£ 
mucous membranes on which the, can be applied,, or becluse 9 fhei, a„ueou°s 'SSLZZS! ££ 

The fosfomycin cetyltrimethylammonium salt, is a compound stable at rnnm => + ^ k 

pharmaceut,ca. forms for vagina, use); and in the end its aqueous solutions are signi Santly^ab,^ Ttime 
mn ln . now sur 0 r,Sin 9'y ** fosfomycin cetyltrimethylammonium salt and the co^DosKions 

contammg ,t, are part.cularly useful and effective for the treatment of vaginal and ure^wSSS^ 

Z^T^T r6CUrrent baCteria ' CyStit6S ' b3Cterial ureth -' -S* W^^SS.SrS soecmc 

therapy. ,n post-coita. phrophy.axis of gonorrhoea, syphilis and other venerea, infections 

. , ° S ! ° f ,he fos,om y cin cetyltrimethylammonium salt and of the preparations containino it as 

sss=s^^~cs side effects — by s ~~^^^ 

^3 n Va9,na ' Path09eniC ^ Trichomonas vaginalis , and agains 9 , mon.Tf£5£ ^SSKJS 
Thrushes) reS6nCeS m mUC ° US memE?a ^^^a.so induce serious morbid lbnn.^S2^ 
Furthermore i, is important to notice that the fosfomycin cetyltrimethylammonium sal, owns other 
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peculiar propert.es, such as interesting surfactant and foaming properties particularly useful in making a 
wash.ng. since .ts detergent action; when dissolved in water, it is also able to give a substantially neutral 
and therefore physiological solution even for vaginal mucous membrane which notoriously is greatly 
sens.ble; sa.d salt therefore results particularly advisable in the vaginal infections therapy avoiding also the 
onset of dangerous super-infections of particular microorganisms which are normally in equilibrium among 
themselves. 

The compositions contain.ng the fosfomycin cetyltrimethylammonium salt are prepared by well known 
methods and are useful for the preparation of pharmaceutical forms suitable for the topical vaginal and 
urethral use, such as, for .nstance. washings for vaginal and urethral irrigation, vaginal and urethral 
suppositories, globules, creams, vaginal tablets, powders for extemporary use. spray formulations, and the 
like. 

The pharmaceutical carrier used for the preparation of said compositions is chosen among the ones 
known in the art and can vary depending on the pharmaceutical forms that one wants to prepare 

The amount of sodium fosfomycin used each time can also vary within wide ranges depending on the 
properties of the used formulation. 

Generally speaking it can be stated that fosfomycin cetyltrimethylammonium can be used in an amount 
comprised between 0.1 g and 1 g and more particularly between 0.05 g and 2 g. 

The following examples illustrate the invention without limiting it in any way. 

EXAMPLE 1 

Preparation of fosfomycin cetyltrimethylammonium 

To a solution cooled at O'C and maintained under stirring of 60.31 g (0.2 moles) of cetyl-trimethylam- 
momum in 100 ml of methanol, an acid fosfomycin solution. 13.8 g in 1000 of methanol, is slowly added 

The resulting solution is left under stirring for 1 hour allowing the mixture temperature to rise to room 
temperature. 

Evaporation under reduced pressure is effected at an external temperature of maximum 45 -C 
The spongy residual is treated with 1000 ml of anhydrous acetone, stirring until complete transformation 
of the spongy solid into a crystalline solid. The solid is collected in vacuo, washed with acetone and air- 
dried or better under vacuum at a maximum temperature of 40* C. 
Yield 98% of the theoretical weight. 
White solid flakes having wax-like consistence. 

NMR (solvent: CH 3 OH: BRUKER AC 300): PPM 0.9 (m,3H). 1.2-1.4 (m). 1.7-1.9 (m), 1.57 (d 3H) 2 81 (dd 
1H), 3.08 (m, 1H), 3.13 (s. 9H), 3.28-3.38 (m, 2H). 1 ( ' 

EXAMPLE 2 

Vaginal washing - ready gynecological solution, 100 ml contain: 



Fosfomycin cetyltrimethylammonium salt 
Salvoderm pink perfume 
Purified water q.s. to 



2.550 g 
0.100 g 
97.350 ml 



EXAMPLE 3 



Vaginal washing - monodose paper bag each bag contains: 



Fosfomycin cetyltrimethylammonium salt 
Sodium chloride 
Salvoderm pink perfume 



2.550 g 
8.800 g 
0.200 g 



EXAMPLE 4 
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Multi - dose vial for vaginal and urethral irrigations, each vial contains: 



Fosfomycin cetyltrimethylammonium salt 


25.5 g 


Asiatic "centella" glycolic extract 


10 g 


Purified water q.s. to 


100 g 



Claims 

10 

1. Fosfomycin cetyltrimethylammonium salt. 
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2. Composition for the topical treatment of vaginal and urethral infections, characterized in 
comprises fosfomycin cetyltrimethylammonium salt and a pharmaceutical ly acceptable carrier. 
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